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9 Drawing Figure (s); 
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INDEXING IS AVAILABLE FOR THIS PATENT. 

The invention relates to methods for preparing a syntactic foam 
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composition suitable for use as a. carrier for chemicals or other 
compounds, including pharmaceuticals. The invention further relates to 
compositions prepared in accordance with the methods of the present 
invention. 

SUMM . . . then produced by heating the material to reaction temperature 
for a period sufficient to produce a stable foam. The material 
melts, then spontaneously expands into a foam which becomes self 
supporting and cures to a resilient flexible foam. The addition of. 

SUMM A foamed ibuprof en-containing dosage is disclosed in German patent 
application 19635676. A mixed copolymer of N-vinylpyrrolidone 
and vinyl acetate is melted with ibuprof en. The 
melt is impregnated with carbon dioxide gas while being passed 
through an extruder. The carbon dioxide expands to yield 
bubbles impregnated in the melt after it exits from the 
extruder. This is not a syntactic foam. 

DETD . . . syntactic foam composition and it would be ready for farther 
processing and/or molding into a suitable form such as a tablet 
or caplet. Before or after shaping, one or more pharmaceutically 
acceptable coatings could be applied to the pharmaceutical syntactic 
foam. 

DETD . . . chemical preparation and/or then molded into a shape. In the 
case of a pharmaceutical a preferred shape would be a tablet 
or a caplet. This processing could occur by way of a compression step 
forming the foam, either before or after. 

DETD . . . disentangled by size reduction to obtain discrete particles. 

The free flowing particles were reassembled and shaped by compression in 
a tablet shaped mold. A syntactic foam in the shape of a 
tablet was created which comprised Levodopa and could be used 
for the delivery of this medicinal product. It was further noted. 

CLM What is claimed is: 

of the shaped composite is selected from the group of shapes 
consisting of round, triangular, rectangular, polygonal, cylindrical, 
oval, oblong, capsule, tablet and caplet. 
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of the shaped composite is selected from the group of shapes 
consisting of round, triangular, rectangular, polygonal, cylindrical, 
oval, oblong, capsule, tablet and caplet . 

IT 50-02-2, Dexamethasone 50-28-2, Estradiol, biological studies 

50-48-6, Amitriptyline 50-70-4, Sorbitol, biological studies 50-78-2, 
Aspirin 50-99-7, Glucose, biological studies 51-48-9, Levothyroxine , 
biological studies 53-03-2, Prednisone 54-31-9, Furosemide 57-27-2, 
Morphine, biological studies 57-41-0, Phenytoin 57-50-1, Sucrose, 
biological studies 57-63-6, EthinylEstradiol 58-93-5, 
Hydrochlorothiazide 59-92-7, Levodopa, biological studies 60-87-7, 
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studies 9004-62-0, Hydroxyethyl Cellulose 9004-65-3, Hydroxypropyl 
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LI ANSWER 1 OF 1 REGISTRY COPYRIGHT 2 005 ACS on STN 

RN 61869-08-7 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Piperidine, 3- [ (1, 3-benzodioxol-5-yloxy)methyl] -4- (4 -f luorophenyl) -, 

(3S,4R)- (9CI) (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN Piperidine, 3-1(1, 3-benzodioxol-5-yloxy)methyl] -4- (4 -f luorophenyl ) -, 

(3S-trans) - 
OTHER NAMES: 
CN (-) -Paroxetine 

CN (-) -trans -4- (4-Fluorophenyl) -3- (3 , 4 - methyl enedioxyphenoxymethyl ) piperidine 

CN Aropax 

CN BRL 29060 

CN FG 7051 

CN Paroxetine 

CN Paxil 

FS STEREOS EARCH 

DR 63952-24-9 

MF C19 H20 F N 03 

CI COM 

LC STN Files: ADIS INSIGHT, ADISNEWS, AGRICOLA, ANABSTR, BEILSTEIN* , 

BIOBUSINESS, BIOSIS, BIOTECHNO, CA, CANCERLIT, CAPLUS , CASREACT, CBNB, 
CEN, CHEMCATS, CIN, CSCHEM, DDFU, DIOGENES, DRUGU, EMBASE, IMSDRUGNEWS , 
IMS PATENTS , IMSRESEARCH, IPA, MEDLINE, MRCK* , NIOSHTIC, PHAR, PROMT, 
PROUSDDR, PS, RTECS* , SYNTHLINE, TOXCENTER, ULIDAT, USAN, US PAT 2 , 
US PAT FULL 

(*File contains numerically searchable property data) 
Other Sources: WHO 

Absolute stereochemistry. Rotation (-) . 
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HN 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



1773 REFERENCES IN FILE CA (1907 TO DATE) 

35 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 
1781 REFERENCES IN FILE CAPLUS (1907 TO DATE) 
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(FILE 1 HOME 1 ENTERED AT 17:11:58 ON 27 JUN 2005) 

FILE 'REGISTRY' ENTERED AT 17:12:06 ON 27 JUN 2005 
LI IS PAROXETINE /CN 

FILE 'CAPLUS, EMBASE , DRUGU , US PAT FULL, BIOSIS » ENTERED AT 17:13:42 ON 27 

JUN 2005 
L2 15816 S LI 

L3 88943 S MELT AND EXTRUD? 

L4 2564400 S SOLID OR SEMISOLID OR (SEMI SOLID) 

L5 312 6 S VINYL PYRROL I DONE (2A) VINYL ACETATE 

L6 79 S COPOVIDONE 

L7 336901 S GRANULE 

L8 451651S TABLET OR CAPSULE 

L9 1 S L8 AND L2 AND L3 AND L5 



Blessing 



10019049 



L5 



ANSWER 3 OF 6 CAPLUS COPYRIGHT 2 005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:911248 CAPLUS 
134:58215 

Improved procedure for the manufacture of paroxetine 
and structurally related compounds 
Lucas, Edward 

SmithKline Beecham P.L.C., UK 

PCT Int. Appl., 24 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


WO 2000078753 




Al 




20001228 




WO 2000-GB2455 




20000622 


W: AE , 
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AL, 


AM, 


AT, 


AU, 
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BA, 


BB, 


BG, BR, 


BY, 


BZ, 


CA, CH, CN, 


CR, 


cu, 


cz, 


DE, 


DK, 


DM, 
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EE, 


ES, 


FI, GB, 


GD, 


GE, 


GH, GM, HR, 


HU, 


ID, 
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IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, KZ, 


LC, 


LK, 


LR, LS, LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, NO, 


NZ, 


PL, 


PT, RO, RU, 
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SE, 


SG, 


SI, 


SK, 


SL, 
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TT, TZ, 
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UG, 


US, UZ, VN, 
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AZ, 
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KG, 


KZ, 


MD, 


RU, TJ, 


TM 






RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, UG, 


ZW, 


AT, 


BE, CH, CY, 


DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, MC, 


NL, 


PT, 


SE, BF, BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, SN, 


TD, 


TG 




EP 1187830 






Al 




20020320 




EP 2000-940621 




20000622 


R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, LI, 


LU, 


NL, 


SE, MC, PT, 


IE, 


SI, 


LT, 


LV, 


FI, 


RO 
















JP 2003502422 




T2 




20030121 




JP 2001-504919 




20000622 


PRIORITY APPLN. 


INFO 














GB 1999-14583 
WO 2000-GB2455 




A 19990622 
W 20000622 



OTHER SOURCE (S): MARPAT 134:58215 

AB 4 - (4-Fluorophenyl) piperidine derivs . , e.g., the (-) -trans isomer of 
4- (4' -f luorophenyl) -3- (3 11 , 4 " -me thylenedioxyphenoxyme thyl ) piperidine 
(paroxetine) , or their pharmaceutically acceptable salts, useful for the 
treatment of, e.g., depression, obsessive compulsive disorder and panic, 
are manufactured by hydrolyzing solns. of carbamate precursors [I; Rl = 
substituted Ph; R2 = Cl-6 alkyl , C3-6 cycloalkyl, aralkyl group, 
(un) substituted Ph] by heating with a base, e.g., KOH, in a solvent, 
preferably PhMe, then discontinuing the heating while stirring vigorously 
to form a finely divided (sand-like) complex derived from the base and the 
carbamate. The process is carried out under anhydrous or dehydrating 
conditions, including removal of H20 by azeotropic distillation In previous 
procedures, the hydrolysis reaction was difficult to complete in a 
reasonable time because KOH melts at PhMe reflux temperature and forms 
almost insol. complex mass with paroxetine carbamates. The products are 
crystallized from PhMe in the presence of a cosolvent, preferably EtOH. 

REFERENCE COUNT: 7 THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

AB 4 - (4 -Fluorophenyl) piperidine derivs., e.g., the (-) -trans isomer of 
4- (4 1 -fluorophenyl) -3- (3" , 4 " -me thylenedioxyphenoxyme thyl ) piperidine 
(paroxetine) , or their pharmaceutically acceptable salts, useful for the 
treatment of, e.g., depression, obsessive compulsive disorder and panic, 
are manufactured by hydrolyzing solns. of carbamate precursors [I; Rl = 
substituted Ph; R2 = Cl-6 alkyl, C3-6 cycloalkyl, aralkyl group, 
(un) substituted Ph] by heating with a base, e.g., KOH, in a solvent, 
preferably PhMe, then discontinuing the heating while stirring vigorously 
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to form a finely divided (sand-like) complex derived from the base and the 
carbamate. The process is carried out under anhydrous or dehydrating 
conditions, including removal of H20 by azeotropic distillation In previous 
procedures, the hydrolysis reaction was difficult to complete in a 
reasonable time because KOH melts at PhMe reflux temperature and forms 
almost insol . complex mass with paroxetine carbamates. The products are 
crystallized from PhMe in the presence of a cosolvent, preferably EtOH. 
IT 110429-35-1P, Paroxetine hydrochloride hemihydrate 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(improved procedure for the manufacture of paroxetine) 
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